Docking method
An X-ray crystal structure of fatty acid amide hydrolase (FAAH) from rat in complex with the inhibitor 1-{(3S)-1-[4-(1-benzofuran-2-yl)pyrimidin-2-yl]piperidin-3-yl}-3-ethyl-1,3-dihydro-2H-benzimidazol-2-one (PDB code: 3QJ9, 1 resolution 2.3 Å, Chain A) was prepared for molecular docking by the addition of hydrogens, assignment of protonation states (assuming pH 7.4) and tautomers and energy minimization of hydrogens using the OPLS_2005 force field. 2 Low-energy 3D conformations of molecules 4a-t were generated with protonation states assuming pH 7.4. Protein and small molecule preparation was performed in Maestro 
Docking results
Docking score values for the five top-ranked molecules according to the Glidescore scoring function 4 are presented in table S1. For 4j and 4s, two and three poses, respectively, were generated in total. According to Glidescore the crystal ligand was the highest ranked docked 
Experimental

General
All reagents and solvents were used as received from commercial suppliers, unless indicated otherwise. Compound 3a was procured from Sigma Aldrich. DMF and THF were dried in a solvent drying system (drying agent: neutral alumina) and collected fresh prior to every reaction. Pyridine and 1,4-dioxane were dried over 4 Å molecular sieves. TLC was performed on alumina-backed silica gel plates (median pore size 60 Å, fluorescent indicator 254 nm) and detected with UV light at 254 nM. Column chromatography was performed using silica gel with an average particle diameter 50 µm (range 40−65 µm, pore diameter 53Å).LC-MS was carried out with a Waters LC system equipped with an Xterra C18 column (50 × 19 mm, 5 µm, 125 Å), eluted with a linear gradient of acetonitrile in water, both of which contained formic acid (0.2%). A flow rate of 1.5 mL/min was used and detection was performed at 254 nm. Mass spectra were obtained on a Water micromass ZQ 2000 using electrospray and detection of positive and negative ions. 1 H NMR and 13 C NMR spectra were recorded with a Brüker DRX-
